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Tn the Claims: 

Cancel Claims 1-62 and insert new Claims 63-109 as follows: 
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(R 4 ) 



m 



wherein \ 

ring A, together with me atoms of the €-caprolactam or the substituted 1,5-diazapine 
to which it is attached, forms aVarbocyclic or heterocyclic ring selected from the group 
consisting of: \ 

A) aryl having from 6 to\14 ring carbon atoms substituted with from 1 to 5 



substituents selected from the group consisting of: 

1) acyloxy selected from alkyl-C(0)0-, substituted alkyl -C(0)0-, 
cycloalkyl-C(0)0-,\nbstituted cycloalkyl-C(0)0-, aryl-C(0)0-, 
heteroaryl-C(0)0-, anii heterocyclic-C(0)0- wherein alkyl is defined 
in R herein; wherein substituted alkyl is defined in S herein; wherein 
cycloalkyl is defined in B herein; wherein substituted cycloalkyl is 
defined in C herein; whereinWyl is defined in A herein; wherein 
heteroaryl is defined in F herem; and wherein heterocyclic is defined 
in G herein; \ 

2) hydroxy; \ 

3) acyl selected from alkyl-C(O)-, substituted alkyl-C(O)-, cycloalkyl- 
C(O)-, substituted cycloalkyl-C(O)-, ar^l-C^O)-, heteroaryl-C(O)- 
and heterocyclic-C(O)- wherein alkyl is (Mined in R herein; wherein 
substituted alkyl is defined in S herein; wherein cycloalkyl is defined 
in B herein; wherein substituted cycloalkyl is\lefined in C herein; 
wherein aryl is defined in A herein; wherein hetei^aryl is defined in 
F herein; and wherein heterocyclic is defined in G herein; 

4) alkyl as defined in R herein; 
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5) \ alkoxy having the formula alkyl-O- wherein alkyl is defined in R 

xierein; 

6) alkenyl as defined in T herein; 

7) alkyWl as defined in V herein; 

8) substituted alkyl as defined in S herein; 

9) substituted alkoxy of the formula substituted alkyl-O- where 
substituted Mkyl is as defined in S herein; 

10) substituted alfcenyl as defined in U herein; 

11) substituted alkyWl as defined in W herein; 

12) amino having theVormula -NH 2 -; 

13) substituted amino haying the formula -N(R) 2 where each R is 
independently selected, from the group consisting of hydrogen, alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted 
alkynyl, aryl, cycloalkyl \ubstituted cycloalkyl, heteroaryl, 
heterocyclic and where both R groups are joined to form a 
heterocyclic group; wherein alkyl is defined in R herein; substituted 
alkyl is defined in S herein; wherein alkenyl is defined in T herein; 
wherein substituted alkenyl is defined in U herein; wherein alkynyl is 
defined in V herein; wherein substituted alkynyl is defined in W 
herein; wherein aryl is defined in A herein; wherein cycloalkyl is 
defined in B herein; wherein substituted cycloalkyl is defined in C 
herein; wherein heteroaryl is defined in\F herein; and wherein 
heterocyclic is defined in G herein; \ 

14) aminoacyl having the formula -NRC(0)R Wherein each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl or 
heterocyclic; wherein alkyl is defined in R herein; wherein 
substituted alkyl is defined in S herein; whereia aryl is defined in A 
herein; wherein heteroaryl is defined in F herein\ and wherein 
heterocyclic is defined in G herein; \ 
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acylamino having the formula -C(0)NRR where each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl, or 
heterocyclic or where both R groups are joined to form a heterocyclic 
jroup; wherein alkyl is defined in R herein; wherein substituted alkyl 
isSdefmed in S herein; wherein aryl is defined in A herein; wherein 
heteroaryl is defined in F herein; and wherein heterocyclic is defined 
in G lierein; 

16) alkarylVf the formula -alkylene-aryl having 1 to 8 carbon atoms in 
the alkylene moiety wherein aryl is defined in A herein and alkylene 
is a divalent alkyl where alkyl is defined in R herein; 

17) aryl as defined in A herein; 

18) aryloxy having\the formula -aryl-O wherein aryl is defined in A 
herein; 

19) azido; 

20) carboxyl; 

21) carboxylalkyl having \he formula -C(0)Oalkyl and -C(0)0 
substituted alkyl whereki alkyl as defined in R herein and substituted 
alkyl is defined in S here\n; 

22) cyano; 

23) halo selected from fluoro, c^loro, bromo and iodo; 

24) nitro; 

25) heteroaryl as defined in F herein; 

26) heterocyclic as defined in G herein; 

27) aminoacyloxy having the formula -NRC(0)OR wherein each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl or 
heterocyclic; wherein alkyl is defined in R herein; wherein 
substituted alkyl is defined in S herem; wherein aryl is defined in A 
herein; wherein heteroaryl is defined ii^ F herein; and wherein 
heterocyclic is defined in G herein; 
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28) oxyacylamino having the formula -OC(0)NRR where each R is 

\ independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl, or 
\heterocyclic wherein alkyl is defined in R herein; wherein substituted 
abkyl is defined in S herein; wherein aryl is defined in A herein; 
whWein heteroaryl is defined in F herein; and wherein heterocyclic is 
defined in G herein; 

29) thioalkoxy having the formula -S-alkyl, wherein alkyl as defined in R 
herein; \ 

30) substituted thioalkoxy having the formula -S-substituted alkyl, 
wherein substituted alkyl is defined in S herein; 

31) thioaryloxy having the formula aryl-S- wherein aryl is defined in A 
herein; \ 

32) thioheteroaryloxy having the formula heteroaryl-S- wherein 
heteroaryl is defined V herein; 

33) -SO-alkyl wherein alkyl is defined in R herein; 

34) -SO-substituted alkyl wnferein substituted alkyl is defined in S herein; 

35) -SO-aryl wherein aryl is dMined in A herein; 

36) -SO-heteroaryl wherein heteroaryl is defined in F herein; 

37) -S0 2 -alkyl wherein alkyl is defined in R herein; 

38) -S0 2 -substituted alkyl wherein Substituted alkyl is defined in S herein; 

39) -S0 2 -aryl wherein aryl is definedXin A herein; 

40) -S0 2 -heteroaryl wherein heteroary\is defined in F herein; and 

41) trihalomethyl wherein halo is defined in A23 herein; 
cycloalkyl of from 3 to 12 carbon atoms; \ 

substituted cycloalkyl having 3 to 12 carbon aroms and from 1 to 5 
substituents selected from the group consisting of: 

1) alkoxy as defined in A5 herein; \ 

2) substituted alkoxy as defined in A9 herein; \ 

3) cycloalkyl as defined in B herein; \ 
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4^ substituted cycloalkyl as defined in C herein; 

5) \ cycloalkenyl as defined in D herein; 

6) \ substituted cycloalkenyl as defined in E herein; 
i 7) acyl as defined in A3 herein; 

*3 ^ v 8) acWmino as defined in A 15 herein; 

| 9) acylo^cy as defined in Al herein; 

10) amino as defined in A 12 herein; 

11) substituted amino as defined in A 13 herein; 
J^Z^ 12) aminoacyl a,s defined in A 14 herein; 

' 13) aminoacyloxV as defined in A27 herein; 

14) oxyacylamino \s defined in A28 herein; 

15) cyano; \ 

16) halogen wherein nialo is defined in A23 herein; 

17) hydroxyl; \ 

18) carboxyl; \ 

19) carboxylalkyl as definea in A21 herein; 

20) keto having the formula V=0; 

21) thioketo having the formula =S; 

22) thiol having the formula -SH; 

23) thioalkoxy as defined in A29 nerein; 

24) substituted thioalkoxy as defined in A30 herein; 

25) aryl as defined in A herein; \ 

26) aryloxy as defined in A 18 hereinA 

27) heteroaryl as defined in F herein; \ 

28) heteroaryloxy having the formula -0\heteroaryl wherein heteroaryl is 
defined in F herein; \ 

29) heterocyclic as defined in G herein; \ 

30) heterocyclooxy having the formula -O-heWocyclic wherein 
heterocyclic is defined in G herein; \ 
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3Sl) hydroxy amino; 

32) V alkoxyamino wherein alkoxy is defined in A5 herein; 

33) \ nitro; 

34) VsO-alkyl as defined in A33 herein; 

35) -SO-substituted alkyl as defined in A34 herein; 

36) -SOvaryl as defined in A35 herein; 

37) -SO-neteroaryl as defined in A36 herein; 

38) -S0 2 -alW as defined in A37 herein; 

39) -S0 2 -substituted alkyl as defined in A3 8 herein; 

40) -S0 2 -aryl ais defined in A39 herein; and 

41) -S0 2 -heteroaWl as defined in A40 herein; 
cycloalkenyl of from 4 to 8 carbon atoms; 

substituted cycloalkenyiVhaving from 4 to 8 carbon atoms and from 1 to 5 
substituents selected froiAthe group consisting of: 



1) 


alkoxy as defined hi A5 herein; 


2) 


substituted alkoxy as Vtefmed in A9 herein; 


3) 


cycloalkyl as defined in B herein; 


4) 


substituted cycloalkyl asNdefined in C herein; 


5) 


cycloalkenyl as defined in\D herein; 


6) 


substituted cycloalkenyl as defined in E herein; 


7) 


acyl as defined in A3 hereinA 


8) 


acylamino as defined in A 15 herein; 


9) 


acyloxy as defined in Al herein;\ 


10) 


amino as defined in A 12 herein; \ 


11) 


substituted amino as defined in A13\herein; 


12) 


aminoacyl as defined in A 14 herein; \ 


13) 


aminoacyloxy as defined in A27 herein\ 


14) 


oxy acylamino as defined in A28 herein; \ 


15) 


cyano; \ 
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k>) halogen wherein halo is defined in A23 herein; 
17\ hydroxyl; 

18) \ carboxyl; 

19) \arboxylalkyl as defined in A21 herein; 

20) keto as defined in C20 herein; 

21) thiofeeto as defined in C21 herein; 

22) thiol afc defined in C22 herein; 

23) thioalkoky as defined in A29 herein; 

24) substituted thioalkoxy as defined in A30 herein; 

25) aryl as defined in A herein; 

26) aryloxy as denned in A 18 herein; 

27) heteroaryl as defined in F herein; 

28) heteroaryloxy as uefined in C28 herein; 

29) heterocyclic as denned in G herein; 

30) heterocyclooxy as dWined in C30 herein; 

31) hydroxy amino ; \ 

32) alkoxyamino as defined in C32 herein; 

33) nitro; \ 

34) -SO-alkyl as defined in A33 herein; 

35) -SO-substituted alkyl as defined in A34 herein; 

36) -SO-aryl as defined in A35 herein; 

37) -SO-heteroaryl as defined in A36 herein; 

38) -SO r alkyl as defined in A37 herein; 

39) -S0 2 -substituted alkyl as definedyi A38 herein; 

40) -S0 2 -aryl as defined in A39 hereini and 

41) -S0 2 -heteroaryl as defined in A40 h&rein; 

heteroaryl of from 1 to 15 ring carbon atoms\and 1 to 4 ring heteroatoms 
selected from oxygen, nitrogen and sulfur, substituted with from 1 to 5 
substituents selected from: \ 
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W acyloxy as defined in Al herein; 

2) \ hydroxy; 

3) \ acyl as defined in A3 herein; 

4) \alkyl as defined in R herein; 

5) aWoxy as defined in A5 herein; 

6) alk$nyl as defined in T herein; 

7) alkynyl as defined in V herein; 

8) substituted alkyl as defined in S herein; 

9) substituted alkoxy as defined in A9 herein; 

10) substituteckalkenyl as defined in U herein; 

11) substituted aikynyl as defined in W herein; 

12) amino as defined in A12 herein; 

13) substituted amino as defined in A 13 herein: 

14) aminoacyl as defmed in A 14 herein; 

15) acylamino as defined in A 15 herein; 

16) alkaryl as defined in\A16 herein; 

17) aryl as defined in A herein; 

18) aryloxy as defined in AI8 herein; 

19) azido; \ 

20) carboxyl; \ 

21) carboxylalkyl as defined in A21 herein; 

22) cyano; \ 

23) halo as defined in A23 hereinA 

24) nitro; \ 

25) heteroaryl as defined in F hereinA 

26) heterocyclic as defined in G herehA 

27) aminoacyloxy as defined in A27 herein; 

28) oxyacylamino as defined in A28 herein; 

29) thioalkoxy as defined in A29 herein; \ 
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30) substituted thioalkoxy as defined in A30 herein; 
31a thioaryloxy as defined in A31 herein; 

32) \ thioheteroaryloxy as defined in A32 herein; 

33) \-SO-alkyl as defined in A33 herein; 

34) ^SO-substituted alkyl as defined in A34 herein; 

35) -SO-aryl as defined in A35 herein; 

36) -SCAheteroaryl as defined in A36 herein; 

37) -S0 2 -alkyl as defined in A37 herein; 

38) -S0 2 -suWituted alkyl as defined in A3 8 herein; 

39) -S0 2 -aryl\as defined in A39 herein; 

40) -S0 2 -heteroaryl as defined in A40 herein; and 

41) trihalomethy\as defined in A41 herein; 

heterocyclic of from A to 15 ring carbon atoms and from 1 to 4 ring atoms 
selected from nitrogen,\sulfur and oxygen, substituted with from 1 to 5 
substituents selected from: 



1) 


alkoxy as defined in A5 herein; 


2) 


substituted alkoxy asVdefined in A9 herein; 


3) 


cycloalkyl as defined m B herein; 


4) 


substituted cycloalkyl as defined in C herein; 


5) 


cycloalkenyl as defined in D herein; 


6) 


substituted cycloalkenyl asVdefined in E herein; 


7) 


acyl as defined in A3 hereim 


8) 


acylamino as defined in A 15 herein; 


9) 


acyloxy as defined in Al herein; 


10) 


amino as defined in A 12 herein;\ 


11) 


substituted amino as defined in A\3 herein; 


12) 


aminoacyl as defined in A 14 herein^ 


13) 


aminoacyloxy as defined in A27 herein; 


14) 


oxyacylamino as defined in A28 herein; 



Application No. 09/882.777 
Attorney's Docket No. 002010-685 

Page 12 




15) cyano; 

16X halogen wherein halo is defined in A23 herein; 

17) \ hydroxyl; 

18) Varboxyl; 

19) aarboxylalkyl as defined in A21 herein; 

20) ketp as defined in C20 herein; 

21) thiotceto as defined in C21 herein; 

22) thiol as defined in C22 herein; 

23) thioalkoxy as defined in A29 herein; 

24) substituted thioalkoxy as defined in A30 herein; 

25) aryl as denned in A herein; 

26) aryloxy as oefined in A 18 herein; 

27) heteroaryl as Wfined in F herein; 

28) heteroaryloxy as defined in C28 herein; 

29) heterocyclic as defined in G herein; 

30) heterocyclooxy aa defined in C30 herein; 

31) hydroxy amino ; \ 

32) alkoxyamino as defined in C32 herein; 

33) nitro; \ 

34) -SO-alkyl as defined in\A33 herein; 

35) -SO-substituted alkyl as defined in A34 herein; 

36) -SO-aryl as defined in A35 herein; 

37) -SO-heteroaryl as defined in A36 herein; 

38) -S0 2 -alkyl as defined in A37Verein; 

39) -S0 2 -substituted alkyl as defined in A3 8 herein; 

40) -S0 2 -aryl as defined in A39 herfein; and 

41) -S0 2 -heteroaryl as defined in A4Q herein; 

ring B, together with the atoms of the e-caprolacram to which it is attached, forms a 
carbocyclic or heterocyclic ring selected from the group consisting of: 
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Hi aryl as defined in A herein; 

I) \ cycloalkyl as defined in B herein; 

J) \ substituted cycloalkyl as defined in C herein; 

K) Yycloalkenyl as defined in D herein; 

L) substituted cycloalkenyl as defined in E herein; 

M) heteroaryl as defined in F herein; and 

N) heterocyclic as defined in G herein; 

ring C, togethet with the atoms of the e-caprolactam to which it is attached, forms a 
heteroaryl or heterocyclic ring; 

R 1 is selected from\the group consisting of: 
O) hydrogen; anci 

P) an amino-blocking group being any group, bound to an amino group, which 
prevents undesired reactions from occurring at the amino group and which 
may be removed b\ conventional chemical and/or enzymatic procedures to 
reestablish the amina group; 
R 2 is selected from the group ^consisting of: 
Q) hydrogen; \ 
R) alkyl of from 1 to 20 carbbn atoms; 

S) substituted alkyl of from 1 to 20 carbon atoms, having from 1 to 5 
substituents selected from: \ 



1) 


alkoxy as defined in A5\herein; 


2) 


substituted alkoxy as defmed in A9 herein; 


3) 


cycloalkyl as defined in B Herein; 


4) 


substituted cycloalkyl as denned in C herein; 


5) 


cycloalkenyl as defined in D herein; 


6) 


substituted cycloalkenyl as defined in E herein; 


7 > 


acyl as defined in A3 herein; \ 


8) 


acylamino as defined in A 15 herein; 


9) 


acyloxy as defined in Al herein; \ 
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rO) amino as defined in A 12 herein; 

1 l\ substituted amino as defined in A 13 herein; 

12) \ aminoacyl as defined in A 14 herein; 

13) Vminoacyloxy as defined in A27 herein; 

14) oWacylamino as defined in A28 herein; 

15) cyaho; 

16) halogen wherein halo is defined in A23 herein; 

17) hydroxyi; 

18) carboxyfi 

19) carboxy larky 1 as defined in A21 herein; 

20) keto as defined in C20 herein; 

21) thioketo as defined in C21 herein; 

22) thiol as defineck in C22 herein; 

23) thioalkoxy as defined in A29 herein; 

24) substituted thioalkoxy as defined in A30 herein; 

25) aryl as defined in Aherein; 

26) aryloxy as defined in\A18 herein; 

27) heteroaryl as defined in F herein; 

28) heteroaryloxy as definea in C28 herein; 

29) heterocyclic as defined in\G herein; 

30) heterocyclooxy as defined m C30 herein; 

31) hydroxy amino ; \ 

32) alkoxyamino as defined in C32 herein; 

33) nitro; \ 

34) -SO-alkyl as defined in A33 herein; 

35) -SO-substituted alkyl as defined in\A34 herein; 

36) -SO-aryl as defined in A35 herein; \ 

37) -SO-heteroaryl as defined in A36 herein; 

38) -S0 2 -alkyl as defined in A37 herein; \ 
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^39) -S0 2 -substituted alkyl as defined in A38 herein; 

40) -S0 2 -aryl as defined in A39 herein; and 

41) \ -S0 2 -heteroaryl as defined in A40 herein; 

alkenyl of from 2 to 10 carbon atoms and 1-2 sites of alkenyl unsaturation; 
substituted alkenyl having from 1 to 3 substituents selected from the group 
consisting of: 

1) alkoxy as defined in A5 herein; 

2) substituted alkoxy as defined in A9 herein; 

3) cycloalkyl as defined in B herein; 

4) substituted cycloalkyl as defined in C herein; 

5) cycloalkoW wherein alkoxy is defined in A5 herein ; 

6) substituted Wcloalkoxyl wherein substituted alkoxy is defined in A9 
herein; \ 

7) acyl as defined\in A3 herein; 

8) acylamino as defined in A 15 herein; 

9) acyloxy as defined in Al herein; 

10) amino as defined in\A12 herein; 

11) substituted amino as uefined in A13 herein; 

12) aminoacyl as defined m A 14 herein; 

13) aminoacyloxy as defined in A27 herein; 

14) cyano; \ 

15) halogen wherein halo is defined in A23 herein; 

16) hydroxyl; \ 

17) carboxyl; \ 

18) carboxylalkyl as defined in A2u herein; 

19) keto as defined in C20 herein; \ 

20) thioketo as defined in C21 hereim 

21) thiol as defined in C22 herein; \ 

22) thioalkoxy as defined in A29 herein\ 
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Q3) substituted thioalkoxy as defined in A30 herein; 

24) aryl as defined in A herein; 

25) \ heteroaryl as defined in F herein; 

26) \ heterocyclic as defined in G herein; 

27) neterocyclooxy as defined in C30 herein; 

28) nitk>; 

29) -SO-Wyl as defined in A33 herein; 

30) -SO-substituted alkyl as defined in A34 herein; 

31) -SO-aryl\as defined in A35 herein; 

32) -SO-heteroaryl as defined in A36 herein; 

33) -SO r alkyl akdefined in A37 herein; 

34) -S0 2 -substituted alkyl as defined in A38 herein; 

35) -S0 2 -aryl as defmed in A39 herein; and 

36) -S0 2 -heteroaryl asNdefined in A40 herein; 

alkynyl of from 2 to 10 carbon atoms and from 1-2 sites of alkynyl 
unsaturation; \ 

substituted alkynyl of from 1 to 3 substituents selected from: 

1) alkoxy as defined in A5 herein; 

2) substituted alkoxy as defined in A9 herein; 

3) cycloalkyl as defined in B herein; 

4) substituted cycloalkyl as defined in C herein; 

5) cycloalkoxy as defined in U5 hterein; 

6) substituted cycloalkoxyl as definbd in U6 herein; 

7) acyl as defined in A3 herein; \ 

8) acylamino as defined in A 15 hereim 

9) acyloxy as defined in Al herein; \ 

10) amino as defined in A 12 herein; \ 

11) substituted amino as defined in A 13 herein; 

12) aminoacyl as defined in A 14 herein; \ 
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^3) aminoacyloxy as defined in A27 herein; 
14^ cyano; 

15) \ halogen wherein halo is defined in A23 herein; 

16) \hydroxyl; 

17) c^rboxyl; 

18) caVboxylalkyl as defined in A21 herein; 

19) keto^as defined in C20 herein; 

20) thiok^to as defined as C21 herein; 

21) thiol a^v defined as C22 herein; 

22) thioalkoky as defined in A29 herein; 

23) substituted^thioalkoxy as defined in A30 herein; 

24) aryl as defined in A herein; 

25) heteroaryl as Refined in F herein; 

26) heterocyclic as\defmed in G herein; 

27) heterocyclooxy \s defined in C30 herein; 

28) nitro; 

29) -SO-alkyl as define^ in A33 herein; 

30) -SO-substituted alkylyas defined in A34 herein; 

31) -SO-aryl as defined in\A35 herein; 

32) -SO-heteroaryl as defined in A36 herein; 

33) -S0 2 -alkyl as defined in A37 herein; 

34) -S0 2 -substituted alkyl as defined in A3 8 herein; 

35) -S0 2 -aryl as defined in A3$ herein; and 

36) -S0 2 -heteroaryl as defined ii\ A40 herein; 
X) aryl as defined in A herein; 
Y) cycloalkyl as defined in B herein; 
Z) heteroaryl as defined in F herein; and 
AA) heterocyclic as defined in G herein; 
R 3 is selected from the group consisting of: 
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BB) hydrogen; 

CC\ alkyl as defined in R herein; 

DD) \ substituted alkyl as defined in S herein; 

EE) Mkenyl as defined in T herein; 

FF) substituted alkenyl as defined in U herein; 

GG) alky lay 1 as defined in as defined in V herein; 

HH) substituted alkynyl as defined in W herein; 

II) acyl as defined in A3 herein; 

JJ) aryl as defined in A herein; 

KK) cycloalkyl as defined in B herein; 

LL) substituted cycloalkyl as defined in C herein; 

MM) cycloalkenyl asxiefined in D herein; 

NN) substituted cycloalkenyl as defined in E herein; 

OO) heteroaryl as defineM in F herein; and 

PP) heterocyclic as defined in G herein; 

each R 4 is independently selected from the group consisting of: 

QQ) alkyl as defined in R herein; 

RR) substituted alkyl as defined in S herein; 

SS) alkenyl as defined in T herem; 

TT) substituted alkenyl as defined \n U herein; 

UU) alkynyl as defined in V herein; \ 

VV) substituted alkynyl as defined in W herein; 

WW) aryl as defined in A herein; \ 

XX) cycloalkyl as defined in B herein; \ 

YY) substituted cycloalkyl as defined in C herein; 

ZZ) cycloalkenyl as defined in D herein; \ 

AAA) substituted cycloalkenyl as defined in E herein; 

BBB) heteroaryl as defined in F herein; and \ 

CCC) heterocyclic as defined in G herein; \^ 
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5^ 




m 



wherein \ 

ring A, together withVhe atoms of the e-caprolactam or the substituted 1,5-diazapine 
to which it is attached, forms a carbocyclic or heterocyclic ring selected from the group 
consisting of: \ 

A) aryl having from &to 14 ring carbon atoms substituted with from 1 to 5 



substituents selectedyfrom the group consisting of: 

1) acyloxy selected from alkyl-C(0)0-, substituted alkyl -C(0)0-, 
cycloalkyl-C(0)0-, substituted cycloalkyl-C(0)0-, aryl-C(0)0-, 
heteroaryl-C(0)Or, and heterocyclic-C(0)0- wherein alkyl is defined 
in R herein; wherein substituted alkyl is defined in S herein; wherein 
cycloalkyl is defined in B herein; wherein substituted cycloalkyl is 
defined in C herein; wherein aryl is defined in A herein; wherein 
heteroaryl is defined iny F herein; and wherein heterocyclic is defined 
in G herein; \ 

2) hydroxy; \ _ 

3) acyl selected from alkyl-C(0)-, substituted alkyl-C(O)-, cycloalkyl- 
C(O)-, substituted cycloalkyi-C(O)-, aryl-C(O)-, heteroaryl-C(O)- 
and heterocyclic-C(O)- wherein alkyl is defined in R herein; wherein 
substituted alkyl is defined in Syherein; wherein cycloalkyl is defined 
in B herein; wherein substituteoycycloalkyl is defined in C herein; 
wherein aryl is defined in A herein; wherein heteroaryl is defined in 
F herein; and wherein heterocyclic^ defined in G herein; 

4) alkyl as defined in R herein; \ 
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5\ alkoxy having the formula alkyl-O- wherein alkyl is defined in R 
\ herein; 

6) Vlkenyl as defined in T herein; 

7) afkynyl as defined in V herein; 

8) substituted alkyl as defined in S herein; 

9) substituted alkoxy of the formula substituted alkyl-O- where 
substituted alkyl is as defined in S herein; 

10) substituted Vkenyl as defined in U herein; 

11) substituted alkynyl as defined in W herein; 

12) amino having the formula -NH 2 -; 

13) substituted amina having the formula -N(R) 2 where each R is 
independently selected from the group consisting of hydrogen, alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted 
alkynyl, aryl, cycloalkyl, substituted cycloalkyl, heteroaryl, 
heterocyclic and where V>th R groups are joined to form a 
heterocyclic group; wherein alkyl is defined in R herein; substituted 
alkyl is defined in S herein\ wherein alkenyl is defined in T herein; 
wherein substituted alkenyl is defined in U herein; wherein alkynyl is 
defined in V herein; wherein substituted alkynyl is defined in W 
herein; wherein aryl is defined \n A herein; wherein cycloalkyl is 
defined in B herein; wherein substituted cycloalkyl is defined in C 
herein; wherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined in G herein; \ 

14) aminoacyl having the formula -NRCft))R wherein each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl or 
heterocyclic; wherein alkyl is defined in\R herein; wherein 
substituted alkyl is defined in S herein; wherein aryl is defined in A 
herein; wherein heteroaryl is defined in F herein; and wherein 
heterocyclic is defined in G herein; \ 
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15) \ acylamino having the formula -C(0)NRR where each R is 

^independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl, or 
jterocyclic or where both R groups are joined to form a heterocyclic 
group; wherein alkyl is defined in R herein; wherein substituted alkyl 
is defined in S herein; wherein aryl is defined in A herein; wherein 
heteroafyl is defined in F herein; and wherein heterocyclic is defined 
in G ner^in; 

alkaryl ofthe formula -alkylene-aryl having 1 to 8 carbon atoms in 
the alkyleneonoiety wherein aryl is defined in A herein and alkylene 
is a divalent alkyl where alkyl is defined in R herein; 
aryl as defined \in A herein; 

aryloxy having tl^e formula -aryl-O wherein aryl is defined in A 
herein; 
azido; 
carboxyl; 

carboxylalkyl having the formula -C(0)Oalkyl and -C(0)0- 
substituted alkyl wherein alkyl as defined in R herein and substituted 
alkyl is defined in S hereiij; 

22) cyano; 

23) halo selected from fluoro, elisor o, bromo and iodo; 

24) nitro; 

25) heteroaryl as defined in F hereih; 

26) heterocyclic as defined in G herei 

27) aminoacyloxy having the formula ^NRC(0)OR wherein each R is 
independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl or 
heterocyclic; wherein alkyl is definedXin R herein; wherein 
substituted alkyl is defined in S herein Awherein aryl is defined in A 
herein; wherein heteroaryl is defined in 5[ herein; and wherein 
heterocyclic is defined in G herein; 



16) 



17) 
18) 

19) 
20) 
21) 
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28\ oxyacylamino having the formula -OC(0)NRR where each R is 

\ independently hydrogen, alkyl, substituted alkyl, aryl, heteroaryl, or 
\ heterocyclic wherein alkyl is defined in R herein; wherein substituted 
alkyl is defined in S herein; wherein aryl is defined in A herein; 
wherein heteroaryl is defined in F herein; and wherein heterocyclic is 
defified in G herein; 

29) thioalltoxy having the formula -S-alkyl, wherein alkyl as defined in R 
herein; \ 

30) substituted thioalkoxy having the formula -S-substituted alkyl, 
wherein substituted alkyl is defined in S herein; 

31) thioaryloxy having the formula aryl-S- wherein aryl is defined in A 
herein; \ 

32) thioheteroaryloxyvhaving the formula heteroaryl-S- wherein 
heteroaryl is defined F herein; 

33) -SO-alkyl wherein alW is defined in R herein; 

34) -SO-substituted alkyl wherein substituted alkyl is defined in S herein; 

35) -SO-aryl wherein aryl is (defined in A herein; 

36) -SO-heteroaryl wherein heteroaryl is defined in F herein; 

37) -S0 2 -alkyl wherein alkyl is defined in R herein; 

38) -S0 2 -substituted alkyl whereinNsubstituted alkyl is defined in S herein; 

39) -S0 2 -aryl wherein aryl is defined in A herein; 

40) -S0 2 -heteroaryl wherein heteroaryl is defined in F herein; and 

41) trihalomethyl wherein halo is defined in A23 herein; 
cycloalkyl of from 3 to 12 carbon atoms; \ 

substituted cycloalkyl having 3 to 12 carbon atoms and from 1 to 5 
substituents selected from the group consistingW: 

1) alkoxy as defined in A5 herein; \ 

2) substituted alkoxy as defined in A9 herein; \ 

3) cycloalkyl as defined in B herein; \ 
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substituted cycloalkyl as defined in C herein; 

5) \ cycloalkenyl as defined in D herein; 

6) \ substituted cycloalkenyl as defined in E herein; 

7) Wyl as defined in A3 herein; 

8) aoylamino as defined in A 15 herein; 

9) acyioxy as defined in Al herein; 

10) amin(\as defined in A 12 herein; 

11) substituted amino as defined in A 13 herein; 

12) aminoacykas defined in A 14 herein; 

13) aminoacylo^y as defined in A27 herein; 

14) oxyacylaminoyas defined in A28 herein; 

15) cyano; 

16) halogen wherein^alo is defined in A23 herein; 

17) hydroxyl; 

18) carboxyl; 

19) carboxylalkyl as defiried in A21 herein; 

20) keto having the formula =0; 

21) thioketo having the formula =S; 

22) thiol having the formula -SH; 

23) thioalkoxy as defined in A29 herein; 

24) substituted thioalkoxy as defined in A30 herein; 

25) aryl as defined in A herein; 

26) aryloxy as defined in A 18 here} 

27) heteroaryl as defined in F herein\ 

28) heteroaryloxy having the formula \O-heteroaryl wherein heteroaryl is 
defined in F herein; 

29) heterocyclic as defined in G herein; 

30) heterocyclooxy having the formula -0\heterocyclic wherein 
heterocyclic is defined in G herein; 
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31) \ hydroxy amino; 

32) \ alkoxyamino wherein alkoxy is defined in A5 herein; 

33) \nitro; 

34) -SO-alkyl as defined in A33 herein; 

35) -So-substituted alkyl as defined in A34 herein; 

36) -SO-Vryl as defined in A35 herein; 

37) -SO-heteroaryl as defined in A36 herein; 

38) -S0 2 -allWl as defined in A37 herein; 

39) -S0 2 -substituted alkyl as defined in A38 herein; 

40) -S0 2 -aryl afe defined in A39 herein; and 

41) -S0 2 -heteroaVyl as defined in A40 herein; 

D) cycloalkenyl of from 4 to 8 carbon atoms; 

E) substituted cycloalkenyihaving from 4 to 8 carbon atoms and from 1 to 5 
substituents selected from the group consisting of: 



1) 


alkoxy as defined in, A5 herein; 


2) 


substituted alkoxy as ^defined in A9 herein; 


3) 


cycloalkyl as defined in B herein; 


4) 


substituted cycloalkyl asMefined in C herein; 


5) 


cycloalkenyl as defined hrD herein; 


6) 


substituted cycloalkenyl as defined in E herein; 


7) 


acyl as defined in A3 herein; \ 


8) 


acylamino as defined in A 15 herein; 


9) 


acyloxy as defined in Al herein;\ 


10) 


amino as defined in A 12 herein; \ 


11) 


substituted amino as defined in A 13 ^herein; 


12) 


aminoacyl as defined in A 14 herein; \ 


13) 


aminoacyloxy as defined in A27 hereuA 


14) 


oxyacylamino as defined in A28 herein; \ 


15) 


cyano; \ 
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halogen wherein halo is defined in A23 herein; 

17) \ hydroxyl; 

18) \carboxyl; 

19) o^rboxylalkyl as defined in A21 herein; 

20) ketsp as defined in C20 herein; 

21) thiofcpto as defined in C21 herein; 

22) thiol ak defined in C22 herein; 

23) thioalkoXy as defined in A29 herein; 

24) substitutedthioalkoxy as defined in A30 herein; 

25) aryl as defined in A herein; 

26) aryloxy as defined in A 18 herein; 

27) heteroaryl as defined in F herein; 

28) heteroaryloxy as Refined in C28 herein; 

29) heterocyclic as defined in G herein; 

30) heterocyclooxy as denned in C30 herein; 

31) hydroxy amino ; 

32) alkoxyamino as defined \n C32 herein; 

33) nitro; 

34) -SO-alkyl as defined in A33vherein; 

35) -SO-substituted alkyl as defined in A34 herein; 

36) -SO-aryl as defined in A35 herein; 

37) -SO-heteroaryl as defined in A36 herein; 

38) -S0 2 -alkyl as defined in A37 here\ 

39) -S0 2 -substituted alkyl as defined in\A38 herein; 

40) -S0 2 -aryl as defined in A39 herein; aid 

41) -S0 2 -heteroaryl as defined in A40 herein; 
F) heteroaryl of from 1 to 15 ring carbon atoms an^i 1 to 4 ring heteroatoms 

selected from oxygen, nitrogen and sulfur, substituted with from 1 to 5 
substituents selected from: 
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1) 

3) 

4) 

5) 

6) 

7) 

8) 

9) 

10) 

11) 

12) 

13) 

14) 

15) 

16) 

17) 

18) 

19) 

20) 

21) 

22) 

23) 

24) 

25) 

26) 

27) 

28) 

29) 



acyloxy as defined in Al herein; 
hydroxy; 

acyl as defined in A3 herein; 
alkyl as defined in R herein; 
lkoxy as defined in A5 herein; 
alkenyl as defined in T herein; 
alkyWyl as defined in V herein; 
substituted alkyl as defined in S herein; 
substituted alkoxy as defined in A9 herein; 
substituted alkenyl as defined in U herein; 
substituted ajkynyl as defined in W herein; 
amino as defined in A 12 herein; 
substituted amiVo as defined in A 13 herein; 
aminoacyl as denned in A 14 herein; 
acylamino as defined in A 15 herein; 
alkaryl as defined in A 16 herein; 
aryl as defined in A herein; 
aryloxy as defined in)^18 herein; 
azido; 
carboxyl; 

carboxylalkyl as defined ftj A21 herein; 
cyano; 

halo as defined in A23 hereify; 
nitro; 

heteroaryl as defined in F here! 
heterocyclic as defined in G herein; 
aminoacyloxy as defined in A27 herein; 
oxyacylamino as defined in A28 herein; 
thioalkoxy as defined in A29 herein; 



Application No. 09/882 r 777 
Attorney's Docket No. 002010-685 

Page 28 



30) substituted thioalkoxy as defined in A30 herein; 
3^1) thioaryloxy as defined in A31 herein; 
32A thioheteroaryloxy as defined in A32 herein; 

33) \ -SO-alkyl as defined in A33 herein; 

34) VSO-substituted alkyl as defined in A34 herein; 

35) -SO-aryl as defined in A35 herein; 

36) -SOvheteroaryl as defined in A36 herein; 

37) -SOAlkyl as defined in A37 herein; 

38) -S0 2 -substituted alkyl as defined in A38 herein; 

39) -S0 2 -ary\ as defined in A39 herein; 

40) -S0 2 -heteroaryl as defined in A40 herein; and 

41) trihalomethyl as defined in A41 herein; 

heterocyclic of from\ to 15 ring carbon atoms and from 1 to 4 ring atoms 
selected from nitrogen\ sulfur and oxygen, substituted with from 1 to 5 
substituents selected from: 



1) 


alkoxy as defined ui A5 herein; 


2) 


substituted alkoxy asydefined in A9 herein; 


3) 


cycloalkyl as defined m B herein; 


4) 


substituted cycloalkyl a^ defined in C herein; 


5) 


cycloalkenyl as defined in D herein; 


6) 


substituted cycloalkenyl as\ defined in E herein; 


7) 


acyl as defined in A3 herein; 


8) 


acylamino as defined in A15Wrein; 


9) 


acyloxy as defined in Al herein; 


10) 


amino as defined in A 12 herehA 


11) 


substituted amino as defined in Au3 herein; 


12) 


aminoacyl as defined in A 14 herein; 


13) 


aminoacyloxy as defined in A27 herein; 


14) 


oxyacylamino as defined in A28 herein; 
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j) cyano; 

halogen wherein halo is defined in A23 herein; 

17) \ hydroxyl; 

18) Nparboxyl; 

19) c^rboxylalkyl as defined in A21 herein; 

20) ketqas defined in C20 herein; 

21) thiok\to as defined in C21 herein; 

22) thiol as\defmed in C22 herein; 

23) thioalkoxy as defined in A29 herein; 

24) substituted Yhioalkoxy as defined in A30 herein; 

25) aryl as defined in A herein; 

26) aryloxy as defined in A 18 herein; 

27) heteroaryl as defined in F herein; 

28) heteroaryloxy as defined in C28 herein; 

29) heterocyclic as defined in G herein; 

30) heterocyclooxy as denned in C30 herein; 

31) hydroxy amino ; 

32) alkoxyamino as defined \n C32 herein; 

33) nitro; 

34) -SO-alkyl as defined in A35 herein; 

35) -SO-substituted alkyl as defined in A34 herein; 

36) -SO-aryl as defined in A35 herein; 

37) -SO-heteroaryl as defined in A36 herein; 

38) -S0 2 -alkyl as defined in A37 herfein; 

39) -S0 2 -substituted alkyl as defined in A38 herein; 

40) -S0 2 -aryl as defined in A3 9 herein;\and 

41) -S0 2 -heteroaryl as defined in A40 herein; 

ring B, together with the atoms of the e-caprolactam to which it is attached, forms a 
carbocyclic or heterocyclic ring selected from the group consisting of: 
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H) aryl as defined in A herein; 

I) \ cycloalkyl as defined in B herein; 

J) \ substituted cycloalkyl as defined in C herein; 

K) Vycloalkenyl as defined in D herein; 

L) substituted cycloalkenyl as defined in E herein; 

M) heteroaryl as defined in F herein; and 

N) heterocyclic as defined in G herein; 

ring C, together with the atoms of the e-caprolactam to which it is attached, forms a 
heteroaryl or heterocyclic ring; 

R 1 is selected from the group consisting of: 
O) hydrogen; and 

P) an amino-bloWing group being any group, bound to an amino group, which 
prevents undesVed reactions from occurring at the amino group and which 
may be removeovby conventional chemical and/or enzymatic procedures to 
reestablish the amino group; 
R 3 is selected from the group consisting of: 
Q) hydrogen; \ 
R) alkyl as defined in R hWein; 
S) substituted alkyl as defined in S herein; 
T) alkenyl as defined in T hetein; 
U) substituted alkenyl as defined in U herein; 
V) alkynyl as defined in as defined in V herein; 
W) substituted alkynyl as defined m W herein; 
X) acyl as defined in A3 herein; \ 
Y) aryl as defined in A herein; \ 
Z) cycloalkyl as defined in B herein; \ 
A A) substituted cycloalkyl as defined in Oherein; 
BB) cycloalkenyl as defined in D herein; \ 
CC) substituted cycloalkenyl as defined in E hWein; 
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DD)\ heteroaryl as defined in F herein; and 
EE) heterocyclic as defined in G herein; 
each R 4 is independently selected from the group consisting of: 
FF) alkyl ^ defined in R herein; 
GG) substituted alkyl as defined in S herein; 
HH) alkenyl as defined in T herein; 
II) substituted alkenyl as defined in U herein; 
JJ) alkynyl as defined in V herein; 
KK) substituted alkynyl as defined in W herein; 
LL) aryl as defined in A herei 
MM) cycloalkyl as defined in B herein; 
NN) substituted cycloalkyl as definedan C herein; 
OO) cycloalkenyl as defined in D hereir 
PP) substituted cycloalkenyl as defined in^ herein; 
QQ) heteroaryl as defined in F herein; and 
RR) heterocyclic as defined in G herein; 
m is an integer from 0 to 2; and salts thereof. 



65. (new) The compound of Claims 63 or 64 wherein R 1 is selected from the 
group consisting of hydrogen, te/?-butoxycarbonyl, benzyloxycarbonyl, acetyl, 
l-(r-adamantyl)-l-methylethoxycarbonyl, allyloxycarbonyl, benzyloxy methyl, 2-p- 
biphenyliso-propyloxycarbonyl, rert-butyldimethylsilyl, benzoyl, benzyl, 9- 
fluorenylmethyloxy-carbonyl, 4-methylbenzyl, 4-methoxybenzyl, 2-nitrophenylsulfenyl, 3- 
nitro-2-pyridine-sulfenyl, trifluoroacetyl, 2,4,6-trimethoxybenzyl and trityl. 



66. (new) The compound of Claim 65 wherein R 1 is selected from the group 
consisting of hydrogen and terr-butoxycarbonyl. 
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67. (new) The compound of Claim 63 wherein R 2 is selected from the group 
consisting of hydrogen, alkyl, substituted alkyl, alkenyl, cycloalkyl, aryl, heteroaryl and 
heterocyclic. 

68. (new) The compound of Claim 67 wherein R 2 is selected from the group 
consisting of hydrogen, methyl, ethyl, n-propyl, isopropyl, w-butyl, isobutyl, .sec-butyl, 
re/t-butyl, -CH 2 CH(CH 2 CH 3 ) 2 , 2-methyl-w-butyl, 6-fluoro-n-hexyl, phenyl, benzyl, 
cyclohexyl, cyclopentyl, cycloheptyl, allyl, wo-but-2-enyl, 3-methylpentyl, -CH 2 - 
cyclopropyl, -CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclohexyl, -CH 2 -indol-3- 
yl, /?-(phenyl)phenyl, o-fluorophenyl, m-fluorophenyl, /7-fluorophenyl, wz-methoxyphenyl, 
/7-methoxyphenyl, phenethyl, benzyl, /n-hydroxybenzyl, /?-hydroxybenzyl, /7-nitrobenzyl, 
m-trifluoromethylphenyl,/?-(CH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyl, j p-(CH 3 ) 3 COC(0)CH 2 0-benzyl, 
/7-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, /?-(N-morpholino-CH 2 CH 2 0)-benzyl, 
-CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yl, -CH 2 -(3-tetrahydrofuranyl), -CH 2 -thiophen-2-yl, 
-CH 2 (l-methyl)cyclopropyl, -CH 2 -thiophen-3-yl, thiophen-3-yl, thiophen-2-yl, 
-CH 2 -C(0)0-r-butyl, -CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , -2-methylcyclopentyl, 
-cyclohex-2-enyl, -CH[CH(CH 3 ) 2 ]COOCH 3 , -CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 )=CH 2 , 
-CH 2 CH = CHCH 3 , -CH 2 OH, -CH(OH)CH 3 , -CH(0-r-butyl)CH 3 , -CH(0-CH 2 Ph)CH 3 , 
-CH 2 OCH 3 , -(CH 2 ) 4 NH-Boc, -(CH 2 ) 4 NH 2 , -CH 2 -pyridyl, pyridyl, -CH 2 -naphthyl, 
-CH 2 -(4-morpholinyl) , p-(4-moipholinyl-CH 2 CH 2 0)-benzyl, benzo[b]thiophen-2-yl, 
5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7-tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen- 
3-yl, 5-chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 CH 2 SCH 3 , thien-2-yl and thien-3-yl. 

69. (new) The compound of Claims 63 or 64 wherein R 3 is selected from the 
group consisting of hydrogen, alkyl, substituted alkyl and cycloalkyl. 



70. (new) The compound of Claim 69 wherein R 3 is selected from the group 
consisting of hydrogen, methyl, 2-methypropyl, hexyl, methoxycarbonylmethyl, 3,3- 
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dimethyl-2-oxobutyl, 4-phenylbutyl, cyclopropylmethyl, 2,2,2-trifluoroethyl and 
cyclohexyl. 

71. (new) The compound of Claims 63 or 64 wherein Wis a substituted e- 
caprolactam selected from the group consisting of: 




72. (new) The compound of Claim 71 wherein rings A and B are the same or 
different and each is independently selected from the group consisting of aryl, cycloalkyl, 
cycloalkenyl, heteroaryl and heterocyclic. 

73 . (new) The compound of Claim 72 wherein rings A and B are independently 
selected from the group consisting of aryl and cycloalkyl. 

74. (new) The compound of Claim 73 wherein rings A and B are independently 

aryl. 
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75. (new) The compound of Claim 71 wherein Wis a substituted e-caprolactam 
of the formula: 



76. (new) The compound of Claim 75 wherein rings A and B are the same or 
different and each is independently selected from the group consisting of aryl, cycloalkyl, 
cycloalkenyl, heteroaryl and heterocyclic. 

77. (new) The compound of Claim 76 wherein rings A and B are independently 
selected from the group consisting of aryl and cycloalkyl. 

78. (new) The compound of Claim 77 wherein rings A and B are independently 

aryl. 

79. (new) The compounds of Claim 77 where in rings A and B are 
independently cycloalkyl. 

80. (new) The compound of Claim 75 wherein Wis a substituted €-caprolactam 
of the formula: 





O 
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wherein 

each R 5 is independently selected from the group consisting of acyl, acylamino, 
acyloxy, alkenyl, substituted alkenyl, alkoxy, substituted alkoxy, alkyl, substituted alkyl, 
alkynyl, substituted alkynyl, amino, substituted amino, aminoacyl, aryl, aryloxy, carboxyl, 
carboxyalkyl, cyano, cycloalkyl, substituted cycloalkyl, halo, heteroaryl, heterocyclic, 
nitro, thioalkoxy, substituted thioalkoxy, thioaryloxy, thioheteroaryloxy, -SO-alkyl, -SO- 
substituted alkyl, -SO-aryl, -SO-heteroaryl, -S0 2 -alkyl, -S0 2 -substituted alkyl, -S0 2 -aryl, 
and -S0 2 -heteroaryl; 

each R 6 is independently selected from the group consisting of acyl, acylamino, 
acyloxy, alkenyl, substituted alkenyl, alkoxy, substituted alkoxy, alkyl, substituted alkyl, 
alkynyl, substituted alkynyl, amino, substituted amino, aminoacyl, aryl, aryloxy, carboxyl, 
carboxyalkyl, cyano, cycloalkyl, substituted cycloalkyl, halo, heteroaryl, heterocyclic, 
nitro, thioalkoxy, substituted thioalkoxy, thioaryloxy, thioheteroaryloxy, -SO-alkyl, -SO- 
substituted alkyl, -SO-aryl, -SO-heteroaryl, -S0 2 -alkyl, -S0 2 -substituted alkyl, -S0 2 -aryl, 
and -S0 2 -heteroaryl; 

R 7 is selected from the group consisting of hydrogen, alkyl, substituted alkyl, 
alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, acyl, aryl, cycloalkyl, substituted 
cycloalkyl, cycloalkenyl, substituted cycloalkenyl, heteroaryl and heterocyclic; 

p is an integer from 0 to 4; q is an integer from 0 to 4; and salts thereof. 

81. (new) The compound of Claim 80 wherein R 5 and R 6 are independently 
selected from the group consisting of alkoxy, substituted alkoxy, alkyl, substituted alkyl, 
amino, substituted amino, carboxyl, carboxyalkyl, cyano, halo, nitro, thioalkoxy and 
substituted thioalkoxy. 

82. (new) The compound of Claim 80 wherein R 7 is selected from the group 
consisting of hydrogen, alkyl, substituted alkyl, acyl, aryl, cycloalkyl and substituted 
cycloalkyl. 
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83. (new) The compound of Claim 82 wherein R 7 is selected from the group 
consisting of hydrogen, methyl, 2-methypropyl, hexyl, methoxycarbonylmethyl, 3,3- 
dimethyl-2-oxobutyl, 4-phenylbutyl, cyclopropylmethyl, 2,2,2-trifluoroethyl and 
cyclohexyl. 

84. (new) The compound of Claim 80 wherein Wis a substituted e-caprolactam 
selected from the group consisting of 5,7-dihydro-6H-dibenz[b,d]azepin-6-one-5-yl, 7- 
methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one-5-yl, 7-(2-methylpropyl)-5 ,7-dihydro-6H- 
dibenz[b,d]azepin-6-one-5-yl, 7-(methoxyacetyl)-5,7-dihydro-6H-dibenz[b,d]azepin-6-one- 
5 -y 1 , 7-(3 , 3 -dimethy lbutan-2-ony l)-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one-y 1 , 7- 
phenbutyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one-yl, 7-cy clopropymethy 1-5 , 7-dihy dro- 
6H-dibenz[b,d]azepin-6-one-yl, 7-(2',2',2'-trifluoroethyl)-5,7-dihydro-6H- 
dibenz[b,d]azepin-6-one-yl, 7-cyclohexyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one-5-yl, 7- 
hexy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6-one-5-y 1 , 9-fluoro-7-methy 1-5 , 7-dihy dro-6H- 
dibenz[b,d]azepin-6-one-5-yl, 10-fluoro-7-methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one- 
5-yl, 13-fluoro-7-methyl-5,7-dihydro-6H-dibenz[b,d]azepin-6-one-5-yl and 7-methyl- 
l,2,3,4,5,7-hexahydro-6H-dicyclohexyl[b,d]azepin-6-one-5-yl. 

85. (new) The compound of Claim 71 wherein Wis a substituted e-caprolactam 
of the formula: 




86. (new) The compound of Claim 85 wherein rings A and B are the same or 
different and each is independently selected from the group consisting of aryl, cycloalkyl, 
cycloalkenyl, heteroaryl and heterocyclic. 
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87. (new) The compound of Claim 86 wherein rings A and B are independently 
selected from the group consisting of aryl and cycloalkyl. 

88. (new) The compound of Claim 87 wherein rings A and B are independently 

aryl. 

89. (new) The compound of Claim 88 wherein Wis a substituted e-caprolactam 
of the formula: 



each R 5 is independently selected from the group consisting of acyl, acylamino, 
acyloxy, alkenyl, substituted alkenyl, alkoxy, substituted alkoxy, alkyl, substituted alkyl, 
alkynyl, substituted alkynyl, amino, substituted amino, aminoacyl, aryl, aryloxy, carboxyl, 
carboxyalkyl, cyano, cycloalkyl, substituted cycloalkyl, halo, heteroaryl, heterocyclic, 
nitro, thioalkoxy, substituted thioalkoxy, thioaryloxy, thioheteroaryloxy, -SO-alkyl, -SO- 
substituted alkyl, -SO-aryl, -SO-heteroaryl, -S0 2 -alkyl, -S0 2 -substituted alkyl, -SO r aryl, 
and -S0 2 -heteroaryl; 

each R 6 is independently selected from the group consisting of acyl, acylamino, 
acyloxy, alkenyl, substituted alkenyl, alkoxy, substituted alkoxy, alkyl, substituted alkyl, 
alkynyl, substituted alkynyl, amino, substituted amino, aminoacyl, aryl, aryloxy, carboxyl, 
carboxyalkyl, cyano, halo, heteroaryl, heterocyclic, nitro, thioalkoxy, substituted 
thioalkoxy, thioaryloxy, thioheteroaryloxy, -SO-alkyl, -SO-substituted alkyl, -SO-aryl, - 
SO-heteroaryl, -S0 2 -alkyl, -S0 2 -substituted alkyl, -S0 2 -aryl, and -S0 2 -heteroaryl; 

p is an integer from 0 to 4; r is an integer from 0 to 3; and salts thereof. 




(R 6 ) r 



o 



wherein 
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90. (new) The compound of Claim 89 wherein R 5 and R 6 are independently 
selected from the group consisting of alkoxy, substituted alkoxy, alkyl, substituted alkyl, 
amino, substituted amino, carboxyl, carboxy alkyl, cyano, halo, nitro, thioalkoxy and 
substituted thioalkoxy. 

91. (new) The compound of Claim 71 wherein Wis a substituted e-caprolactam 
of the formula: 



92. (new) The compound of Claim 91 wherein ring A is selected from the group 
consisting of aryl, cycloalkyl, cycloalkenyl, heteroaryl and heterocyclic. 

93. (new) The compound of Claim 92 wherein ring A is selected from the group 
consisting of aryl and cycloalkyl. 

94. (new) The compound of Claim 93 wherein ring A is aryl. 

95. (new) The compound of Claim 94 wherein Wis a substituted e-caprolactam 
of the formula: 





O 
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wherein 



each R 5 is independently selected from the group consisting of acyl, acylamino, 
acyloxy, alkenyl, substituted alkenyl, alkoxy, substituted alkoxy, alkyl, substituted alkyl, 
alkynyl, substituted alkynyl, amino, substituted amino, aminoacyl, aryl, aryloxy, carboxyl, 
carboxy alkyl, cyano, cycloalkyl, substituted cycloalkyl, halo, heteroaryl, heterocyclic, 
nitro, thioalkoxy, substituted thioalkoxy, thioaryloxy, thioheteroaryloxy, -SO-alkyl, -SO- 
substituted alkyl, -SO-aryl, -SO-heteroaryl, -S0 2 -alkyl, -S0 2 -substituted alkyl, -S0 2 -aryl, 
and -S0 2 -heteroaryl; 

p is an integer from 0 to 4; and salts thereof. 

96. (new) The compound of Claim 95 wherein each R 5 is independently selected 
from the group consisting of alkoxy, substituted alkoxy, alkyl, substituted alkyl, amino, 
substituted amino, carboxyl, carboxy alkyl, cyano, halo, nitro, thioalkoxy and substituted 
thioalkoxy. 

97. (new) The compound of Claim 96 wherein each R 5 is independently selected 
from the group consisting of alkyl, substituted alkyl, alkoxy and halo. 

98. (new) The compound of Claim 71 wherein W is a substituted e-caprolactam 
of the formula: 




99. (new) The compound of Claim 98 wherein ring A is selected from the group 
consisting of aryl, cycloalkyl, cycloalkenyl, heteroaryl and heterocyclic. 
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100. (new) The compound of Claim 99 wherein ring A is selected from the group 
consisting of aryl and cycloalkyl. 

101. (new) The compound of Claim 100 wherein ring A is aryl. 

102. (new) The compound of Claim 101 wherein Wis a substituted e- 
caprolactam of the formula: 



each R 5 is independently selected from the group consisting of acyl, acylamino, 
acyloxy, alkenyl, substituted alkenyl, alkoxy, substituted alkoxy, alkyl, substituted alkyl, 
alkynyl, substituted alkynyl, amino, substituted amino, aminoacyl, aryl, aryloxy, carboxyl, 
carboxyalkyl, cyano, cycloalkyl, substituted cycloalkyl, halo, heteroaryl, heterocyclic, 
nitro, thioalkoxy, substituted thioalkoxy, thioaryloxy, thioheteroaryloxy, -SO-alkyl, -SO- 
substituted alkyl, -SO-aryl, -SO-heteroaryl, -S0 2 -alkyl, -S0 2 -substituted alkyl, -S0 2 -aryl, 
and -S0 2 -heteroaryl; 

p is an integer from 0 to 4; and salts thereof. 

103. (new) The compound of Claim 102 wherein R 5 is selected from the group 
consisting of alkoxy, substituted alkoxy, alkyl, substituted alkyl, amino, substituted amino, 
carboxyl, carboxyalkyl, cyano, halo, nitro, thioalkoxy and substituted thioalkoxy. 




wherein 



104. (new) The compound of Claims 63 or 64, wherein Wis a substituted e- 
caprolactam selected from the group consisting of: 
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105. (new) The compound of Claim 104, wherein p, q and r are independently 0 
or 1; each R 5 is independently selected from the group consisting of alkyl, substituted alkyl, 
cycloalkyl, alkoxy, and halo; each R 6 is independently selected from the group consisting of 
alkyl, substituted alkyl, cycloalkyl, alkoxy, and halo; and each R 7 is independently selected 
from the group consisting of alkyl, substituted alkyl, cycloalkyl and aryl. 

106. (new) The compound of Claim 105, wherein p, q and r are 0. 

107. (new) The compound of Claim 104, wherein p, q and r are independently 0, 
1 or 2; each R 5 is independently selected from the group consisting of alkyl, substituted 
alkyl, alkoxy, and halo; each R 6 is independently selected from the group consisting of 
alkyl, substituted alkyl, alkoxy, and halo; and each R 7 is independently selected from the 
group consisting of alkyl, substituted alkyl, cycloalkyl and aryl. 

108. (new) The compound of Claim 107, wherein p and q are independently 0 

or 1. 
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109. wiew) A compound selected from the group consisting of: 




4 



u 
C 



1/ 



5-amino\7-methyl-5 5 7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-(A^-Boc-amino)-5,7-dihydro-6H-dibenz[b 5 d]azepin-6-one 

5-(A^-Boc-aiiuno)-7-(2-methylpropyl)-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-amino-7-(2-methylpropyl)-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-(A^-Boc-amino)-V-(methoxycarbonymethyl)-5 ,7-dihydro-6H-dibenz[b,d]azepin-6- 
one \ 

5-amino-7-(methoxy^bonylmethyl)-5,7^ 

5-(A^Boc-amino)-7-(3 ,3vdimethyl-butanonyl)-5 ,7-dihydro-6H-dibenz[b,d]azepin-6- 
one \ 

5-amino-7-(3,3-dimethyl-2*utanony^^ 

5-amino-7-phenbutyl-5 J-dihVdro-6H-dibenz[b,d]azepin-6-one 
5-amino-7-cyclopropymethyl-5;7-dto^ 

5-amino-7-(2 2 2 ' -tr ifluoroethy lV5 ,7-dihy dro-6H-dibenz [b , d] azepin-6-one 
5-amino-7-cyclohexyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 
5-amino-7-hexyl-5J-dihydro-6H-dibeVz[b 3 d]azepin-6-one 
5-amino-9-fluoro-7-methyl-5,7-dih^^ 
5-amino-10-fluoro-7-methyl-5,7-dto^ 

5 -amino- 1 3-fluoro-7-methyl-5 J-dihydro-6H^dibenz[b,d]azepin-6-one 

5 -amino-7-methy 1- 1,2,3,4,5, 7-hexahy dro-6H-(dicy clohexy 1 [b , d] azepin-6-one 

5-(A^Boc-L-alaninyl)amino-7-m^ 

5-(L-alaninyl)amino-7-methyl-5,7-dihydro-6H-dibW[b,d]azepin-6-one 
5-(A^Boc-L-valinyl)amino-7-methyl-5^ 
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5-(^-valinyl)amino-7-meth^ 

5-(MBoc-L-rm-leucinyl)amino-7-methy 1-5 , 7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-(L-rm-leucinyl)amino-7 -methyl-^ 

5-(AT-Bo^L-alaninyl)amino-9-flu^ 
one \ 

5-(L-alaninjH)amino-9-fluoro-7-meth^^ 

5-(A^-Boc-L-alalninyl)amino-10-fluoro-7-methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6- 
one \ 

5-(L-alaninyl)amirib-10-fluoro-7-methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-(A^-Boc-L-alaninyl)Vnino- 1 3-fluoro-7-methy 1-5 ,7-dihydro-6H-dibenz[b,d]azepin-6- 
one \ 

5-(L-alaninyl)amino-13-fluoro-7-methyl-5,7-dihydro-6H- dibenz[b,d]azepin-6-one 

5- (A^-Boc-L-alaninyl)aminoV-cyclopropylmethyl-5 ,7-dihydro-6H-dibenz[b,d]azepin- 

6- one \ 

5-(L-alaninyl)amino-7-cyclopr(^)ylmethyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 
5-(A^-Boc-L-alaninyl)amino-7-pheM)utyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 
5-(L-alaninyl)amino-7-phenbutyl-5,7^ 

5- (A^-Boc-L-valinyl)amino-7-cycloprop\lmethyl-5 ,7-dihydro-6H-dibenz[b,d]azepin- 

6- one \ 

5-(L-valinyl)amino-7-cyclopropylmet^ 

5-(A^-Boc-L-valinyl)amino-7-phenbutyl-5 ,7-duwdro-6H-dibenz[b,d]azepin-6-one 
5-(L-valinyl)amino-7-phenbutyl-5 5 7-dihydro-6H-idibenz[b,d]azepin-6-one 
5-(A^-Boc-L-valinyl)amino-7-hexyl-5,7-dihydro-6H\iibenz[b,d]azepin-6-one 
5-(L-valinyl)amino-7-hexyl-5 5 7-dihydro-6H-dibenz[b 3 a]azepin-6-one 
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5-()V-Boc-L-valinyl)amino-9-fluoro 



5-(L-vklinyl)amino-9-fluoro-7-meth^ 
5-(A^-BoOrL-valinyl)amino- 10-fluoro-7-methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6- 



5-(L-valinyl)^ino-10-fluoro-7-meth^ 

5 (A-Boc-L- valiny l)amino- 1 3 -fluoro-7-methy 1-5 , 7-dihy dro-6H-dibenz [b , d] azepin-6- 



5-(L-valinyl)aminOrl3-fluoro-7-methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-amino-9 ,1 3-difluorV7-methy 1-5 , 7-dihy dro-6H-dibenz[b ,d] azepin-6-one 

5-amino-10,13-difluoro\7-methyl-5 ,7-dihydro-6H-dibenz[b,d]azepin-6-one 

5-aminohexahydropyrido[albenz[d]azepin-6-one 

9-amino-5 ,6-Dihydro-4H-quiko[8 , 1 -ab] [3]benzazepin-8(9H)-one 

9-(N'-Boc-L-alaninyl)amino-5ADihydro-4H-quino[8J-ab][3]benzazepm^ 

9-(N'-L-alaninyl)amino-5 ,6-dihydrb-4H-quino[8, 1-ab] [3]benzazepin-8(9H)-one 

7-amino-l ,3,4 ,7, 12, 12a-hexahydropyfcido[2, 1-b] [3]benzazepin-6(2H)-one 

1 -amino-4 ,5,6, 7-tetrahy dr o-3 , 7-methanar 3 H -3 -benzazonin-2( 1 H) -one 

1 -(N ' -Boc-L-alaniny l)amino-4 ,5,6, 7-tetrah\dro-3 , 7-methano-3 H-3 -benzazonin- 



1 -(N ' -L-alaniny l)amino-4 ,5,6, 7-tetrahy dro-3 , 'Amethano-3 H-3-benzazonin-2( 1 H)-one 
and salts thereof. \ 



one 




one 



one 



2(lH)-one 



